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[Claims] 

1. An aromatic amidine derivative represented by the 
formula ( I ) : 




( 1 ) 



5 wherein R 1 represents a hydrogen atom or a lower alkoxy 
group, R 2 represents a hydrogen atom, a lower alkyl group, 
a lower alkoxy group, carboxyl group, al koxycarbonyl group, 
carboxyalkyl group or alkoxycarbonylalkyl group, R 3 
represents a hydrogen atom, carboxyl group, alkoxycarbonyl 

10 group, carboxyalkyl group, alkoxycarbonylalkyl group, 
carboxyalkoxy group or alkoxycarbonylalkoxy group, R 4 
represents a hydrogen atom, hydroxy group, a lower alkyl 
group or a lower alkoxy group, n represents an integer of 0 
to 4, A represents a Ci_ 4 alkylene group optionally 

15 substituted with 1 to 2 of hydroxyalkyl, carboxyl, 
alkoxycarbonyl, carboxyalkyl or alkoxycarbonylalkyl, X 
represents a single bond, oxygen atom, sulfur atom or 
carbonyl group, Y represents an optionally substituted 
saturated or unsaturated 5- to 6-membered heterocyclic 

20 group or cyclic hydrocarbon group, an optionally 
substituted amino group or an optionally substituted 
aminoalkyl group, the group represented by 




represents a group selected from indolyl, benzof uranyl , 
benzothienyl , benzimidazolyl r benzoxazolyl, benzothiazolyl , 
naphthyl, tet rahydronaphthyl and indanyl, or a salt thereof. 
5 2. The aromatic amidine derivative or a salt thereof 
according to claim 1, wherein the group represented by 




is a group selected from benzof uranyl , benzimidazolyl, 
indolyl, benzothienyl, benzothiazolyl, naphthyl and 

10 tetrahydronaphthyl . 

3. The aromatic amidine derivative or a salt thereof 
according to claim 1, wherein the saturated or unsaturated 
5- to 6-membered heterocyclic group is those containing 1 
to 2 of nitrogen atom or oxygen atom as heteroatoms. 

15 4 , 2 - [4 - [ (l-acetimidoyl-3-pyrrolidinyl) oxy] phenyl] -3- (7- 
amidino-2-naphthyl) propionic acid or a salt thereof. 
5. ( + ) -2- [4- [ ( (3S) -l-acetimidoyl-3- 

pyrrolidinyl) oxy] phenyl] -3™ ( 7-amidino-2-naphthyl } propionic 
acid or a salt thereof* 
20 6. (2S) -2- [4- [ ( (3S) -1-acet imidoyl-3- 

pyrrolidinyl) oxy] phenyl] -3- { 7 -amidino- 2 -naphthyl ) propionic 
acid or a salt thereof. 

7. (2R) -2-[4- [ ( (3R) -1 -acet imidoyl-3- 
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pyrrol idinyl) oxy] phenyl J -3- ( 7-amidino-2-naphthyl) propionic 
acid or a salt thereof. 

8 . 2 - [4- [ ( 1-acet imidoyl- 2 -pyrrol idinyl ) methoxy ] phenyl ] -3- 
( 5-amidinobenzo [b] thien-2-yl ) propionic acid or a salt 

5 thereof. 

9. { + ) -2 - [4- [ ( (2S) -l-acetimidoyl-2- 

pyrrol idinyl } methoxy] phenyl ] -3- (5-amidinobenzo [b] thien-2- 
yl)propionic acid or a salt thereof, 

10 . 2- [4 - [ ( 1 ~~a cet imidoyl -4 -piper idinyl) oxy] phenyl] -3- ( 7- 
10 amidino-2-naphthyl ) propionic acid or a salt thereof, 

11. ( + ) -2- [ 4- [ ( 1-acetimidoy 1-4 -pi per idinyl ) oxy] phenyl ] -3- 
(7-amidino-2-naphthyl) propionic acid or a salt thereof. 

12 . A blood coagulation inhibitor or a prophylactic or 
therapeutic agent for thrombus or embolus, which comprises 
15 the compound or a salt thereof according to claim 1 as an 
active ingredient . 

13, A blood coagulation inhibitor or a prophylactic or 
therapeutic agent for thrombus or embolus, which comprises 
the compound or a salt thereof according to claim 2 as an 

20 active ingredient. 

14. A blood coagulation inhibitor or a prophylactic or 
therapeutic agent for thrombus or embolus, which comprises 
the compound or a salt thereof according to claim 3 as an 
active ingredient . 

25 15. A blood coagulation inhibitor or a prophylactic or 
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therapeutic agent for thrombus or embolus, which comprises 
the compound or a salt thereof according to claim 4 as an 
active ingredient . 

16. A blood coagulation inhibitor or a prophylactic or 
5 therapeutic agent for thrombus or embolus, which comprises 

the compound or a salt thereof according to claim 5 as an 
active ingredient . 

17. A blood coagulation inhibitor or a prophylactic or 
therapeutic agent for thrombus or embolus, which comprises 

10 the compound or a salt thereof according to claim 6 as an 
active ingredient . 

18. A blood coagulation inhibitor or a prophylactic or 
therapeutic agent for thrombus or embolus, which comprises 
the compound or a salt thereof according to claim 9 as an 

15 active ingredient. 

19. A blood coagulation inhibitor or a prophylactic or 
therapeutic agent for thrombus or embolus, which comprises 
the compound or a salt thereof according to claim 11 as an 
active ingredient . 

20 

Column 17, paragraph [0035] 

[Effects of the Invention] 

The compound of the present invention exerts an 
25 anticoagulant activity based on excellent FXa inhibitory 
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action. Therefore, without any action on platelet, the 
compound of the present invention can treat or prevent 
various diseases caused by thrombus and embolus such as 
cerebral infarction, cerebral thrombosis, cerebral embolism, 
5 transient ischemic attack (TIA) , myocardial infarction, 
unstable angina, pulmonary infarction, pulmonary embolism, 
Buerger 7 s disease, deep vein thrombosis, disseminated 
intravascular coagulation, thrombus formation after blood 
vessel prosthesis implantation and artificial valve 
10 replacement, reocclusion after revascularization such as 
percutaneous transluminal coronary angioplasty (PTCA) , 
percutaneous transluminal coronary recanali zat ion (PTCR), 
and the like, thrombus formation during extracorporeal 
circulation, and the like. 

15 

[Abstract] 

[Constituent] An anticoagulant agent whose active 
ingredient is an aromatic amidine derivative represented by 
20 the following formula (I) or a salt thereof. 




( 1 ) 



wherein the group represented by 
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represents a group selected from indolyl, benzof uranyl , 
benzothienyl , benzimidazoiyl , benzoxazolyl , benzothiazolyl , 
naphthyl, t etrahydronaphthyl and indanyl, X represents a 
5 single bond, oxygen atom, sulfur atom or carbonyl group, Y 
represents an optionally substituted saturated or 
unsaturated 5- to 6-membered heterocyclic group or cyclic 
hydrocarbon group, an optionally substituted amino group or 
an optionally substituted aminoalkyl group. 
10 [Effect] This compound exerts an anticoagulant activity 

based on an excellent FXa inhibitory action. 



